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1 . 1 ,4-disubstituted piperidine compounds of general formula (I) 




(I) 

wherein 

R\ R 2 , R 3 , R 4 are each independently selected from the group consisting of 
hydrogen, halogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, an optionally at least mono-substituted aryl- or heteroaryl radical, 
which may be bonded via an optionally at least mono-substituted alkylene 
group and/or may be condensed with an optionally at least mono-substituted 
mono- or polycyclic ringsystem, a nitro, cyano, -OR 12 , -OC(=0)R 13 , -SR 14 , 
-SOR 14 , -S0 2 R 14 , -NH-SO2R 14 , -S0 2 NH 2 , -NR 15 R 16 moiety and -O-P, 
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R 5 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, or a 
saturated or unsaturated, optionally at least mono-substituted cycloaliphatic 
radical, 

R 6 , R 7 , R 8 , R 9 are each independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally 
at least mono-substituted, optionally at least one heteroatom as ring member 
containing cycloaliphatic radical, a cyano and a COOR 17 moiety, 

A represents a bridge member -CHR 18 - or -CHR 18 -CH 2 -, 

B represents an unbranched or branched, saturated or unsaturated, optionally 
at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted cycloaliphatic radical, a COOR 19 -moiety, a 
-(C=O)R 20 -moiety, or a -CH 2 OR 23 -moiety, 

R 10 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical or an optionally at 
least mono-substituted aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

R 11 represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ringsystem, or an optionally at least mono substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
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alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ringsystem, or 

R 10 and R 11 together with the bridging nitrogen atom form an optionally at least 
mono-substituted, saturated, unsaturated or aromatic heterocyclic ring that 
may contain at least one further heteroatom as a ring member and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic 
ringsystem, 

R 12 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R 13 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 
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R 14 represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R 15 and R 16 each are independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally 
at least mono-substituted, optionally at least one heteroatom as ring member 
containing cycloaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, or an 
optionally at least mono-substituted aryl- or heteroaryl radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

or R 15 and R 16 together with the bridging nitrogen atom form a saturated, 
unsaturated or aromatic heterocyclic ring, which may be at least mono- 
substituted and/or contain at least one further heteroatom as a ring member, 

R 17 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical or an optionally at 
least mono-substituted aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 
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R 18 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical or an optionally at 
least mono-substituted aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

R 19 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, or 
an optionally at least mono-substituted aryl- or heteroaryl radical, which may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 20 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, an 
optionally at least mono-substituted aryl- or heteroaryl radical, which may be 
condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or a NR 21 R 22 -moiety, 

R 21 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, or 
an optionally at least mono-substituted aryl- or heteroaryl radical, which may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 
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R" represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, or 
an optionally at least mono-substituted aryl- or heteroaryl radical, which may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 23 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, which may 
comprise at least one heteroatom as a chain member, or a -(C=0)R 13 -moiety, 

P represents hydrogen, a linear or branched C1.3 alkyl radical, 
-PO(0-Ci. 4 -Alkyl), -CO(OCi- 5 -Alkyl), 



optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, 
or a salt, preferably a physiologically acceptable salt thereof, or a 
corresponding solvate, respectively. 




o 




and R p represents -OCO-d-3-Alkyl, -CH 2 -N(C 1 .4-Alkyl) 2 or 
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2. Compounds according to claim 1, characterized in that 

R 1 , R 2 , R 3 , R 4 are each independently selected from the group consisting of 
hydrogen, halogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, an optionally at least mono-substituted aryl- or heteroaryl radical, 
which may be bonded via an optionally at least mono-substituted alkylene 
group and/or may be condensed with an optionally at least mono-substituted 
mono- or polycyclic ringsystem, a nitro, cyano, -OR 12 , -OC(=0)R 13 , -SR 14 , 
-SOR 14 , -S0 2 R 14 , -NH-S0 2 R 14 , -S0 2 NH 2 and -NR 15 R 16 moiety, 

R 5 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, or a 
saturated or unsaturated, optionally at least mono-substituted cycloaliphatic 
radical, 

R 6 , R 7 , R 8 , R 9 are each independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally 
at least mono-substituted, optionally at least one heteroatom as ring member 
containing cycloaliphatic radical, a cyano and a COOR 17 moiety, 

A represents a bridge member -CHR 18 - or -CHR 18 -CH 2 -, 

B represents an unbranched or branched, saturated or unsaturated, optionally 
at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted cycloaliphatic radical, a COOR 19 -moiety, a 
-(C=O)R 20 -moiety, or a -CH 2 OR 23 -moiety, 
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R 10 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical or an optionally at 
least mono-substituted aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

R 11 represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ringsystem, or an optionally at least mono substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ringsystem, or 

R 10 and R 11 together with the bridging nitrogen atom form an optionally at least 
mono-substituted, saturated, unsaturated or aromatic heterocyclic ring that 
may contain at least one further heteroatom as a ring member and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic 
ringsystem, 

R 12 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
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alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R 13 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R 14 represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R 15 and R 16 each are independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally 
at least mono-substituted, optionally at least one heteroatom as ring member 
containing cycloaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, or an 
optionally at least mono-substituted aryl- or heteroaryl radical, which may be 
bonded via an optionally at least mono-substituted alkylene group and/or may 
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be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

or R 15 and R 16 together with the bridging nitrogen atom form a saturated, 
unsaturated or aromatic heterocyclic ring, which may be at least mono- 
substituted and/or contain at least one further heteroatom as a ring member, 

R 17 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical or an optionally at 
least mono-substituted aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

R 18 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing cycloaliphatic radical or an optionally at 
least mono-substituted aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

R 19 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, or 
an optionally at least mono-substituted aryl- or heteroaryl radical, which may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 20 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, an 
optionally at least mono-substituted aryl- or heteroaryl radical, which may be 
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condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or a NR 21 R 22 -moiety, 

R 21 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, or 
an optionally at least mono-substituted aryl- or heteroaryl radical, which may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 22 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated 
or unsaturated, optionally at least mono-substituted cycloaliphatic radical, or 
an optionally at least mono-substituted aryl- or heteroaryl radical, which may 
be condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 23 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted aliphatic radical, which may 
comprise at least one heteroatom as a chain member, or a -(C=0)R 13 -moiety, 

optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, 
or a salt, preferably a physiologically acceptable salt thereof, or a 
corresponding solvate, respectively. 

3. Compounds according to claim 1 or 2, characterized in that R 1 , R 2 , R 3 , R 4 are 
each independently selected from the group consisting of H, F, CI, Br, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted C-i-e-aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member 
containing C 3 -8-cycloaliphatic radical, which may be bonded via an optionally 
at least mono-substituted C^e-alkylene group and/or may be condensed with 
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an optionally at least mono-substituted mono- or polycyclic ring-system, an 
optionally at least mono-substituted, 5- or 6-membered aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted C-i. 6 - 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ringsystem, a nitro, cyano, -OR 12 , -OC(=0)R 13 , 
-SR 14 , -SOR 14 , -SO z R 14 , -NH-SO2R 14 , -SO2NH2 and -NR 15 R 16 moiety, 

R 5 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted d-e-aliphatic radical, or a 
saturated or unsaturated, optionally at least mono-substituted C 3 . 8 - 
cycloaliphatic radical, 

R 6 , R 7 , R 8 , R 9 are each independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted Ci. 6 -aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing C 3 -8-cycloaliphatic radical, a cyano and COOR 17 moiety, 

A represents a bridge member -CHR 18 - or -CHR 18 -CH 2 -, 

B represents an unbranched or branched, saturated or unsaturated, optionally 
at least mono-substituted Ci. 6 -aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted C 3 . 8 -cycloaliphatic radical, a COOR 19 - 
moiety, a COR 20 -moiety, or a -CH 2 -OR 23 -moiety, 

R 10 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted Ci. 6 -aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted, optionally at 
least one heteroatom as ring member containing C 3 . 8 -cycloaliphatic radical or 
an optionally at least mono-substituted, 5- or 6-membered aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted Ci- 6 - 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 
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R 11 represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci-6-aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing C 3 -8-cycloaliphatic radical, which may 
be bonded via an optionally at least mono-substituted C^e-alkylene group 
and/or may be condensed with an optionally at least mono-substituted mono- 
or polycyclic ringsystem or an optionally at least mono substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted Ci. 6 -alkylene group and/or may be condensed with 
an optionally at least mono-substituted mono- or polycyclic ringsystem, or 

R 10 and R 11 together with the bridging nitrogen atom form an optionally at least 
mono-substituted, saturated, unsaturated or aromatic, 5- or 6-membered 
heterocyclic ring, which may contain at least one further heteroatom as a ring 
member and/or be condensed with an optionally at least mono-substituted 
mono- or polycyclic ringsystem, 

R 12 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted d-e-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted, optionally at 
least one heteroatom as ring member containing C 3 . 8 -cycloaliphatic radical, 
which may be bonded via an optionally at least mono-substituted C^-alkylene 
group and/or may be condensed with an optionally at least mono-substituted 
mono- or polycyclic ring-system, or an optionally at least mono-substituted, 5- 
or 6-membered aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted C^e-alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 13 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted Ci-e-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted, optionally at 
least one heteroatom as ring member containing C 3 . 8 -cycloaliphatic radical, 
which may be bonded via an optionally at least mono-substituted Ci_ 6 -alkylene 
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group and/or may be condensed with an optionally at least mono-substituted 
mono- or polycyclic ring-system, or an optionally at least mono-substituted, 5- 
or 6-membered aryl- or heteroaryl radical, which may be bonded via an 
optionally at least mono-substituted Ci- 6 -alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, 

R 14 represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci- 6 -aliphatic radical, a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one 
heteroatom as ring member containing C 3 - 8 -cycloaliphatic radical, which may 
be bonded via an optionally at least mono-substituted Ci_ 6 -alkylene group 
and/or may be condensed with an optionally at least mono-substituted mono- 
or polycyclic ring-system, or an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted C^e-alkylene group and/or may be condensed with 
an optionally at least mono-substituted mono- or polycyclic ring-system, 

R 15 and R 16 each are independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted C^-aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing C 3 .8-cycloaliphatic radical, which may be bonded via an 
optionally at least mono-substituted C<i- 6 -alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic 
ring-system, or an optionally at least mono-substituted, 5- or 6-membered aryl- 
or heteroaryl radical, which may be bonded via an optionally at least mono- 
substituted Ci-e-alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or polycyclic ring-system, 

or R 15 and R 16 together with the bridging nitrogen atom form a saturated, 
unsaturated or aromatic, 5- or 6-membered heterocyclic ring, which may be at 
least mono-substituted and/or contain at least one further heteroatom as a ring 
member, 
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R 17 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted C^-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted, optionally at 
least one heteroatom as ring member containing C 3 . 8 -cycloaliphatic radical or 
an optionally at least mono-substituted, 5- or 6- membered aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted d-e- 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted C^-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted, optionally at 
least one heteroatom as ring member containing C 3 - 8 -cycloaliphatic radical or 
an optionally at least mono-substituted, 5- or 6-membered aryl- or heteroaryl 
radical, which may be bonded via an optionally at least mono-substituted d. 6 - 
alkylene group and/or may be condensed with an optionally at least mono- 
substituted mono- or polycyclic ring-system, 

R represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted C^-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted C 3 . 8 
cycloaliphatic radical, or an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, 

R 20 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted C^-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted C 3 . 8 
cycloaliphatic radical, an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, or a 
NR 21 R 22 -moiety, 
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R 21 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted Ci_ 6 -aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted C 3 . 8 
cycloaliphatic radical, or an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, 

R 22 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted C^-aliphatic radical, a 
saturated or unsaturated, optionally at least mono-substituted C 3 . 8 
cycloaliphatic radical, or an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, 

R 23 represents hydrogen, an unbranched or branched, saturated or 
unsaturated, optionally at least mono-substituted C^-aliphatic radical, which 
may comprise at least one heteroatom as a chain member, or a -(C=0)R 13 - 
moiety. 

Compounds according to any one of claims 1 to 3, characterized in that R 1 , R 2 , 

3 4 

R , R are each independently selected from the group consisting of H, F, CI, 
Br, a saturated, branched or unbranched, optionally at least mono-substituted 
Ci-3-aliphatic radical, a saturated, optionally at least mono-substituted, 
optionally at least one heteroatom as ring member containing C 5 - or C 6 - 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted d- or C 2 -alkylene group, a nitro, cyano, -OR 12 , -OC(=0)R 13 , -SR 14 
and -NR 15 R 16 moiety, preferably selected from the group consisting of H, F, CI, 
Br, CH 3 , CH 2 CH 3 , CF 3 , CF 2 CF 3 , cyclopentyl, cyclohexyl, nitro, cyano and - 
OR 12 , more preferably selected from the group consisting of H, F, CI, Br, CH 3 , 
OH and OCH 3 . 

Compounds according to any one of claims 1 to 4, characterized in that R 5 
represents H or a branched or unbranched C^-alkyl radical, preferably H, CH 3 
or CH 2 CH 3 , more preferably H. 
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6. Compounds according to any one of claims 1 to 5, characterized in that R 6 , R 7 , 
R 8 , R 9 are each independently selected from the group consisting of H, a 
branched or unbranched Ci- 3 -alkyl radical, a cyano-moiety and a COOR 17 
group preferably from the group consisting of H, CH 3 , CH 2 CH 3 and a cyano- 
moiety, more preferably all represent H. 

7. Compounds according to any one of claims 1 to 6, characterized in that B 
represents an optionally branched, optionally at least mono-substituted Ch- 
alky! radical, a COOR 19 -moiety, or a CH 2 OR 23 -moiety, preferably a COOR 19 - 
moiety, a CH 2 OR 23 -moiety or a C^-alkyl radical, more preferably a COOR 19 - 
moiety or a CH 2 OR 23 -moiety. 

8. Compounds according to any one of claims 1 to 7, characterized in that R 10 
represents hydrogen or a branched or unbranched Ci- 4 -alkyl radical, more 
preferably H. 

9. Compounds according to any one of claims 1 to 8, characterized in that R 11 is 
selected from the group consisting of unsubstituted phenyl, phenyl optionally 
at least mono-substituted with one or more substituents independently 
selected from the group consisting of branched or unbranched C<i- 4 -alkyl- 
radical, a branched or unbranched Ci-4-alkoxy-radical, a branched or 
unbranched Ci- 4 -perfluoroalkyl-radical, a branched or unbranched Ci_ 4 - 
perfluoroalkoxy-radical, F, CI, Br, cyclohexyl, phenyl, phenoxy, phenylthio, 
benzoyl, cyano, -C(=0)Ci- 2 -alkyl, -C(=0)OCi- 2 -alkyl, carboxy, - 
C(H)(OH)(phenyl), -C(H)(OH)(CH 3 ) and -NR A R B wherein R A , R B are each 
independently selected from the group consisting of H, a branched or 
unbranched Ci- 4 -alkyl-radical, -CH 2 -CH 2 -OH and an unsubstituted phenyl 
radical, 

an unsubstituted thiazole radical, 
a group of general formula (A) 
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wherein 
n is 1 or 2, 

X represents CH or N, 

Y represents CH 2 , O, N-R c , CH-OH or C(=0), 

R c is H or a branched or unbranched Ci_ 4 -alkyl radical^ 

a group of formula (B), 




(B) 

a group of formula (C), 




(C) 
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a group of general formula (D), 




(D) 



wherein R D is H or a branched or unbranched Ci-4-alkyl radical 
and a group of general formula (E), 




(E) 



wherein 

R E represents H, a branched or unbranched d- 4 -alkyl radical or a branched or 
unbranched Ci. 4 -alkoxy radical, 

W represents a bond between the two aromatic rings, CH 2 , CH-OH or C(=0), 

Z represents CH 2 , O, S, CH-OH, C(=0) or N-R F where R F represents H or a 
branched or unbranched C^-alkyl-radical. 

10. Compounds according to any one of claims 1 to 7, characterized in that R 10 
and R 11 together with the bridging nitrogen atom form a saturated, 6- 
membered heterocyclic ring, which is at least mono-substituted with a methyl 
radical and/or condensed with an unsubstituted or at least mono-substituted 
phenyl- or cyclohexyl-radical, said phenyl- or cyclohexyl-radical preferably 
being at least mono-substituted with F and/or OCH 3 . 
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1 1 . Compounds according to any one of claims 1 to 1 0, characterized in that R 12 
represents H, a C^-alkyl radical, cyclohexyl or a phenyl radical, preferably H, 
CH 3 , C 2 H 5 or phenyl, more preferably H or CH 3 . 

12. Compounds according to any one of claims 1 to 1 1 , characterized in that R 13 
represents H, a d-4-alkyl radical, cyclohexyl or a phenyl radical, preferably H, 
CH 3 , C 2 H 5 or phenyl. 

1 3. Compounds according to any one of claims 1 to 12, characterized in that R 14 
represents H, a d- 4 -alkyl radical, cyclohexyl or a phenyl radical, preferably H, 
CH 3 , C 2 H 5 or phenyl. 

14. Compounds according to any one of claims 1 to 13, characterized in that R 15 
and R 16 are each independently selected from the group consisting of H, a 
Ci-4-alkyl radical, cyclohexyl and a phenyl radical, preferably selected from the 
group consisting of H, CH 3 , C 2 H 5 and phenyl. 

15. Compounds according to any one of claims 1 to 14, characterized in that R 17 
represents H, a Ci-4-alkyl radical, cyclohexyl or a phenyl radical, preferably H, 
CH 3 , C 2 H 5 or phenyl. 

16. Compounds according to any one of claims 1 to 15, characterized in that R 18 
represents H, a Ci- 4 -alkyl radical or a phenyl radical, preferably H, CH 3 or 
phenyl. 

17. Compounds according to any one of claims 1 to 16, characterized in that R 19 
represents H or an unbranched or branched Cm alkyl radical, preferably H or 
a Ci_ 2 alkyl radical. 

1 8. Compounds according to any one of claims 1 to 1 7, characterized in that R 20 
represents H, an unbranched or branched C^ alkyl radical or a NR 21 R 22 - 
moiety, preferably H, a d. 2 alkyl radical or a NR 21 R 22 -moiety. 
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19. Compounds according to any one of claims 1 to 18, characterized in that R 21 
represents H or an unbranched or branched Ci_ 4 alkyl radical, preferably H or 
a C^ 2 alkyl radical. 

20. Compounds according to any one of claims 1 to 19, characterized in that R 22 
represents H or an unbranched or branched Ci_ 4 alkyl radical, preferably H or 
a C1-2 alkyl radical. 

21 . Compounds according to any one of claims 1 to 20, characterized in that R 23 
represents H or an unbranched or branched Ci_ 4 alkyl radical, preferably H or 
a C1-2 alkyl radical, more preferably H. 

22. Compounds according to any one of claims 1-21 , characterized in that 

R 1 , R 2 , R 3 , R 4 are each independently selected from the group consisting of H, 
F, CI, Br, OH, CH 3 and OCH 3 , 

R 5 represents hydrogen, 

R 6 , R 7 , R 8 , R 9 all represent H, 

A represents -CH 2 -, 

B represents a -CH 2 -OH or -(C=0)-0-CH 3 group, 
R io represents hydrogen, 

R 11 is selected from the group consisting of unsubstituted phenyl, phenyl that 
is optionally at least mono-substituted with one or more substituents 
independently selected from the group consisting cyclohexyl, phenyl, phenoxy, 
benzoyl, -C^OJ-C^-alkyl, -C(H)(OH)(phenyl) and -C(H)(OH)(CH 3 ), 



WO 2005/013988 



128 



PCT/EP2004/008508 



a group of general formula (A) 



wherein 

n is 1 or 2, 

X represents CH, 

Y represents CH-OH or C(=0), 

a group of formula (B), 




(A), 




N 



(B) 



a group of formula (C), 




(C) 
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and a group of general formula (E), 




wherein 

R E represents H, a branched or unbranched Ci- 4 -alkyl radical or a branched or 
unbranched Ci_ 4 -alkoxy radical, 



Z represents CH 2 , O, S, CH-OH, C(=0) or N-R F where R F represents H or a 
branched or unbranched Ci- 4 -alkyl-radical, 

optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, 
or a salt, preferably a physiologically acceptable salt thereof, or a 
corresponding solvate, respectively. 
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23. Compounds according to one or more of claims 1 to 22 selected from the 
group consisting of: 



N° 




1 


2-[4-(2-Hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin--3-yl-acetamide 


2 


2-[4-(2-HydroxymethyI-phenylamino)-piperidin-1-yl]-N-quinolin-5-yl-acetamide 


3 


2-[4-(2-HydroxymethyI-phenylamino)-piperidin-1-yl]-N-quinolin-6-yl-acetamide 


4 


2-[4-(2-HydroxymethyI-phenylamino)-piperidin-1-yl]-N-quinolin»8-yI-acetamide 


5 


2-[4-(2-Hydroxymethyl-4-methyl-ph^^ 


6 


2-[4-(2-Hydroxymethy!-4-methyl-pte^ 


7 


2-[4-(2-Hydroxymethyl-4-methyl-p^^ 


8 


2-[4-(2-Hydroxymethyl-4~methyl^ 


9 


2-[4-(2-Hydroxymethyl-6-methy^ 


10 


2-[4-(2-Hydroxymethyl-6-methy^ 


11 


2-[4-(2-Hydroxymethyl-6-methyl-pheny!amino)-piperidin-1-yl]-N-quinolin-6-yl-ac 


12 


2-[4-(2-Hydroxymethyl-6-methy!^ 


13 


N-(4-Benzoyl-phenyl)>2-[4-(2-hydroxymethyl-phenylamino)-piperidin-1-yl]-acetamide 


14 


N-(4-Benzoyl-phenyl)-2-[4-(2-hy^^ 


15 


NK4-Benzoyl-phenyl)-2-t4-(2-hydroxymethyl-6-methyl-phenylam 


16 


N-Benzo[1 ,3]dioxol-5-yl-2-[4-(2^ 


17 


N-Benzo[1,3]dioxDl-5^ 


18 


N-Benzo[1 f 3]dioxol-5-yl-2-[4-(2-hydroxymethyI-6-methyl-pheny!amino)-piperidin-1^ hydrochloride 


19 


2-[4-(4-Ch!oro-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-3-yl-acetam 


20 


2-[4-(4-Fiuoro-2~hydroxymethyl-phe^ 


21 


2-[4K3-Chloro-2-hydroxymethyl-phenylam 


22 


2-[4-(4-Chloro-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-5-yi-acetamide 


23 


2~[4-(4-Fluoro-2-hydroxymethyl-phenyIam 


24 


2-[4-(3-Chloro-2-hydroxymethyl-pheny!amm^ 


25 


2-[4-(4-Chloro-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-6-yI-ac 


26 


2-[4^4-Fluoro-2-hydroxymethyi-phenylamino)-piperidin-1~yl]-N-quinolin-6-yl-a 


27 


2-[4-(3-Chloro-2-hydroxymethyI-phenylam 


28 


2-[4-(2-Hydroxymethyl-6-methoxy-phenyte^ 


29 


2-[4-(4,5-Difluoro-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-6-yl-aceta 


30 


2-[4-(4-Chloro-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-8-yl-acetam 


31 


2-[4-(4-Fluoro-2-hydroxymethyi-phenylamino)-piperidin-1-yl]-N-quinolin-8^ 


32 


2-[4-(3-Chloro-2-hydroxymethyl-phenyIamino)-piperidin-1-yl]-N-quinolin-8-yl-acetam 


33 


N-(4-Benzoyl-phenyl)-2-[4-(4-chloro-2-hydroxymethyI-phenylamino)-piperidin-1^ 


34 


^4-Benzoyl-phenyI)-2-[4-(4-fluoro-2^ 


35 


N-(4-Benzoyl-phenyl)-2-[4-(2~hydroxyme^ 


36 


N-(4-Benzoyl-phenyl)-2-[4-(3"Chloro-2-hydroxymethyl-phenyIamino)-piperidin-1-y^ 


37 


2-[4-(2-HydroxymethyI-phenylamino)-piperidin-1-yl]-N-[4-(hydroxy-phenyl-m 


38 


2W2-Hydroxymethyl-6-methyl^ 


39 


2-[4-(4-ChIoro-2-hydroxymethyl-phenyIamino)-piperidin-1-yl]-N-[4-(hydroxy-phenyl-m 


40 


^ m^yaroxymetnyi-4-methyl-phenylam 


41 


2-[4-(4-Fluoro-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-[4-(hydroxy-phenyl-m 


42 


2-[4-(2-HydroxymethyI-6-methoxy-phenyIamino)-piperidin-1-yl]-N-[4-(hydroxy-^ 


43 


2 W3-Ch!oro-2-hydroxymethyl-phenylar^^^ 


44 


2-[4-(2-Hydroxymethyl-pheny!amino)-piperidin-1-yl]-N-(9-oxo-9H-fluoren-3-yI)-acetamide 


45 


2-[4-(4-Chloro-2-hydroxymethyl-phenyla^ 


46 


2-[4-(4-F!uoro-2-hydroxymethyI-phenylamino)-piperidin-1-yl]"N-(9-oxo-9H-fluoren 


47 


2-[4-(2-Hydroxymethyl-6-methoxy-phenylamino)-piperidin-1-yl]-N-(9-oxo-9H-fluo 


48 


2-[4-(4 f 5-Difluoro-2-hydroxymethyl-phenylamino)-p!perW 


49 


2-[4-(3-Ch!oro-2-hydroxymethyl-phe 


50 


NJ-(9-Hydroxy-9H-fIuoren-3-yl)-2-[4-(2-hydroxymethyl-pheny!amino)-piperidin-1^ 


51 : 


2-[4-(4-Chloro-2-hydroxymethyI-phenylamino)-piperidin-1-y!]-N-(9-hydroxy-9H^ 
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52 


2-F4-^ 4-Fluoro-2-hvdroxvrnethvl-DhenvlaminnVninpr?Hin 1 -vIl-N-fQ-hvrirnw-QH-fli mmn-^-x/h ar-otamirio 

*- IT* \ * * ii/uiuAynicuiyi pi ici lyidi t ill iuy~pipcl lUlll - I ylj I™ \f liyui UAy on-liuui cl I 0~yi^-dCciarniu6 


53 


W 1 lyuiuwy c/i i nuuicii u yi^ i iyui UAyflltJU lyi-O-lTlcU lUAy-pi Ici iy Idl 1 III luj"*pipclluiri- 1 yiJ-aCetSfTllCj© 


54 


2-r4-f4.5-DifIuoro-2-hvdroxvrnsthvI-nhpnvI?}minnVninf3riHin-1 -vIl-NI-fQ-hv/HrnYv-QH-fh mran.?.vh a^ofomi^n 

L ' V * 1 '-'iiiuwiu i iy ui uAy 1 1 icu ly i pi ici tyidi i in l\J) pipci IUII 1 1 jrlj 1 N • iyui UAy Czn—lluUI cl I~0 yl J aCSiam IQc 


55 


2-F4-^3-ChIo^O-2-hvri^nYVlTlPthvl-nhpnvlaminn^-ntno^f^^^rl 1 -\/l1_M_fQ_h\/Hrrw\/-QW_fli inron.'? wl\ --.^/-vf^,™,;^ — 
*• L~ \ w »wiw i iy ui wAyi i icu lyi pi ici lyidi i miuj~pipcl iuin~ 1 ylj 1 » 1 iyui UAy~ 3rl~llUOi ci l**0~yi^" , aC©I3rniQ6 


56 


N-(3-Ac©tvl-Dhenvl V2-r4-f2-hvdrOYvmpthvl-nhpnvlamin^ 

»■» ^v-' ' Ljy i piiv^iiyi^ [_ i y*- i iyui WAyi i icu iyi pi ici ly idl II Itnjj pipci lull 1 l yij dUCldll IIUC 


57 


N-(3-Ac©tvl-Dh©nvl V2-r4-^2-hvdroxA/rriethvl-fi-rnpthv^ 

V ' »vv^y • pi iv^i ijriy *~ l~t yt. i iyui uAyuicu iyi u 1 1 icu iy I pi ICI lyidi IIIIIUJ pipci iuii i- I - yij dUcldil liUc 


58 


N-(3-AcetvI-Dhenvn-2-r4-(4-chIoro-2-hv^ 

V * J yt^tiytj t— l~r y-r ui »ui u 1 Jjrul uwy MICLI iyi pi ICI iy Idl 1 Ml IU^ pipci IUII 1 1 yij dOCLdl I IIUC 


59 


N-(3-Acetvl-DhenvlV2-F4-(2-hvdroxvmethvl-4-m^ 

\ ' .7 piiv*iiyiy l~t y*. nyui w/vy 1 1 1 c u iyi *t iiicuiyi pi ici lyidi IIHIUJ pipci lull I I — yij dUcldl 1 IlUc 


60 


N-r3-M-Hvdroxv-ethv!VDhenvn-2-r4-(2-hvdroxvm 

L v \ 1 1 "jr«»»-"»y ^Miyiy pi ici iyij i iy vji UAy 1 1 1 cu iyi~pi ici iy ictl II If luy pipci IUII 1 1 yij dLcldi 1 1 1U6 


61 


N-r3-f1-Hvdr0XV-ethvlVDhenvll-2-r4-/ , 2-hvdrnxvmPthvl-R-mpfhvl~nh^nvlammn\-n ooohmWo 
■ ' !>' V 1 • ijfv»ivy/\^ v^niyiy piicuyij £- |^-t \£- i iyui UAyi i icu iyi-u-| iicll iyi~pi Ici lyidll III lU/'pipcl IUIII~ 1 yiJ^aCSlaiTllQ© 


62 


2-r4-(4-Chloro-2-hvdroxvrriethvl-Dhenviaminn^-ni^ ^^nfimfHn 

*- V * ^- i iy vji uajt 1 1 icu iy i jji ici iy icii 1 1 u iuy (Jipci IUII 1** 1 -yiJ-IN'^O'^ 1 ~l lyui UAy-cll lyi^-pi lcnyiJ~aC©ldrniQ6 


63 


N-r3-f 1-Hvdroxv-ethvIVDhenvll-2-r4-f2-hvdrnYvmpt^ *i \/n ^atimWa 

■ " L*-' V ■ 1 lyvjiv/vy v^u lyiy pi ici iyij ^ i lyui UAyi i icu iyi _ H--n icll iyi-p( Ici lyicll I III lUj-|Jipci lUlil- 1 ~yiJ-dCclarniQc 


64 


N-BGnZOTI 31fiinXOl-?)-V!-/ 5 -r4-f 4-PhlnrO-!?-h\/H rnY\/mpth\/l~nhon\/laminn , \-ninorirlin 1 or^fomirlrt 
■ n l>>^i i^w^ i ,ujvjiuaui " yi *• ^ uiiiuiu c. i lyuiUAyiiicu lyi-pi icliyidilllilUy pipcliUlil- 1-yij-dCciarniQc 


65 


N-BGnZOn 31dlOXfll-5-vI-2-r4-/4-flt lnrO-2-hvHmY^/m^th\/l-nhon^/lorn^l^r»^_n^r4Clr^/^^rl -1 \iV\ n/->ntnm!^rt 
■ * 't-^t i ,^jviiuaui yi c i^t iiuuiu tiyui UAyl I icll iyi~[Jl Icliyidf fill \Uj JJipcllQin - 1 ~yij~dCciamiQc 


66 


N-BenZOTI 31rii0X0l-S-vl-2-^4-f'2-hvd^nYVmpfh\/l-R-m^thr^v\/_nhon%/lorrlir , lrk^ r\!r\Arirlin d wll n^^iviirln 
1,1 |lu l ■ ,v^juiuaui « yi t [t ^ i lyui UAyi i icu iyi-u~i iicuiUAy-ui icnyidlTlinOy-pjpcNQiri- l~yiJ-dCcl3ITlluG 


67 


N-BenZOTI 31diOXOl-S-\/l-2-r4-/4 ^-Hifll lOrn-^-hv/HrriVV/rnothx/LrihQrit/lorriirioX rtSnori^irt A i^n+irv,;^^ 

in u^-iii.uL i ,ojuiuaui w y n v^w uiuuuiu ji. ~nyui uAyiiicinyi-pNcnyidiTiino^-pipcnain- i-yij-acciamiu© 


68 


N-BGnZOri 31dinxnl-fl-vl-2-r4-/ r 3-phlnrn-^-h\/HrnY\/nri^th\/l-nhon\/lQrvi!r*rt\ nim^riHirt <1 i /II onnMmirln 

ix i jujuhjaui wf yi ^. i-t oinuiu <i i lyuiuAyiiicmyi-pi lcl^yld^Tll^oy-plpc^al^- , i -yij-dCetarniQ© 


69 


N-f4-Acetvl-DhenvlV2-r4-t / 2-hvdrowmpthvI-nhpnvlaminnVnin»riHin 

\-r #-»«-»s^tyi ^iidiyiy j^-t y^- i iyui UAyi i icu iyi pi ici iy idl nil iu^~p[pcl IUII I - | -yiJ-dOcldlTliQc 


70 


N-f4-AC©tvl-Dhenvl V2-^4-^'2-hvd^OXVmpthvl-R-mpthvl-nhpnvlaminn^-nin<3^^r^i^l "1 aoafomirla 1 
■ * ' ^^^^-y i fsiit^ttyij L" v*- i iy vji UAyi i icu iyi u iiicu iyi~pi ici lyidlllllluj-pjpcliuifl- l-yiJ-dCctdiTllQc 


71 


N-f 4-ACGtvl-DhGnvlV2-r4-f 4-nhlnrn-2-hvH rn Y\/mfif h\/I-nhp»n\/lorn inrl^_nl^rlCsr(Hir^ A o/^ofomi^o 
^ nuv<iyi pi iv?i lyiy j^t x *t ui iiui u c. i iyui UAyi i icu iyi~pi ici iy idl 1 1 II lu ^~pipci Id IN" - 1 ~ yiJ~dCcldlTllQS 


72 


N-(4-Acetvl-Dhenvl V2-r4-I / 2-hvdrOXVmPthvl-4-mpthvl-nhpnvlaminr»N_nineariHin 1 nr>at**m\ria. 
\ *»->^ >-y i piiv^iiyiy l ' i iyui UAyi i icu iyi i hcu iyi~pi Ici lyldll III IU^-pipcritIin~ 1 ~yiJ~aCcldlTllQ© 


73 


|Sj-^4-AcetVl-Dhenvn-2-r4-r4-fluoro-2-hvdrnYvmpthvl-nhpnvlflminn^nm araHmiWa 
■ * \~ r » v, ^'v | K' ■/'/ ^ L~ V~ iiuuiu ^. i iyui UAyi i icu lyi-pi icliyidlllll lU^-pipcl ItJlli" 1 ~yiJ~dCSldlTi IQ6 


74 


f\J-f4-Acetvi-Dhenvl V2-^4-^2-hvdrOXVmpfhvl-R-mpfhnw-nhpnvlnminr^^ ninoriHin i o^afomi^^ 
■ * \ r » v/ ^ i y | pitv^iiyiy i iyui UAyi i icu iyi u i iicu lUAy pi ici iyidiiiiiiuy~pipcriuin~ 1 ~yij~aC©IdiTilQ© 


75 


N-(4-Acetvl-Dh©nvl V2-r4-l'3-nhInrn-2-hvrirnYVmpfhvl-nhon\/Iaminr»'\ r»!ncirirf !n A wll o/->Af<4mis4A 

111 v ■ #-»o^vyi piiv^iiyiy ^- |_*r uuiuiu £. i iy ui UAyi i icu iyi-pi ici lyidi ii imu j-pip©nuiri- 1 -yij-dCSidrniu© 


76 


N-r4-f 1-Hvdroxv-ethvlVDhenvll-2-r4-f2~hvdroxv 

t 1 V' ■ jr w/vjr wnijfiy pii^iiyij ^- l~t i iyui UAyi i icu iyi pi ici lytdl 1 III IU^~pipcl lull |— 1 ~yiJ~auclalIMG© 


77 


ISi-r4-M-Hvdroxv-ethvlVDhenvll-2-r4-i'2~hvdroxvmpthvl-R-mpth\/Unhpnv/la r»ir»/ariHin a \/n <5PQHmW Q 
l • \ ■ ■ 'jrvj'v//\y cuiyiy piicnyij ^ i iyui UAyi 1 1 cu iy i u 1 1 icu iyi*pi ici iyidi iiiriu^-pipcriain - 1 -yij-ac©iarniQ© 


78 


2-r4-f4-Chloro-2-hvdroxvniethv!-nhpnvlam oih\/i\ r>hon\/ii n^oiom;wo 
wiuv/iv-/ i lyvji \jy\yi ■ icu iyi pi ici iy idi i in ikjj pipci iuh i- 1 -y ij-in-^-^ i -i iyui OAy-cinyi^-pnsnyij-dCGTdrTiiQG 


79 


N-r4-f 1-HvdrOXV-ethvlVDhGnvll-2-r4-r2-hvdroxvmpthvl-4-mpthvl-nhpn\/Iamm A wll aootofYiirlo 
l V' * ' j ^ny s^itiytj piitiiiyij ^. ^-r i iyui UAyi i icu iyi 1 1 icu iyi-pi icliyidlllll lUJ~pi pell 0111'" i ~yiJ~dCGiarnlQG 


80 


2-r4-f4-Fluoro-2-hvdroxvrnGthvl-DhGnvIaminoVDinpridin-1-vll-M apatamWA 

L \ r ■ JV_< ^ 1 w 1 ■/ «i«y\y iiiv^ii iyi pi ici iy icii 1 1 1 1 iv/y pipci iuii i i yij in |^+ ^ i -| iyui UAy-cu 'y'/ P' *©l >yiJ~aC©IdrniQG 


81 


N-r4-M-Hvdroxv-Gthvn-DhGnvll-2-r4-( , 2-hvdroxvmpthvl-fi-mpthnw-nhpn\W * a^QtomWo 

L \" J v^nijfiy pii^iijrij l~t \t~ ■ <yui UAyi i icu iyi u 1 1 icu lUAypi ici lyidlillf IU^~pipcl ioin~ i ~yij~dCGtarniuG 


82 


2-r4-(3-Chloro-2-hvdroxvmGthvl-DhenvIanfiinoVninpririin-1-vll-M nhan\/ii o^nfomiwo 
l \ v wiiiw,u "1/wiwAyiiicniyi pi ici iy iau in pipci tun i i ~yij~iM~'| > *t-^ i _ i iyui uAy cii iyi j~pncnyij-acGtarTiiQG 


83 


N-f9-Ethvl-9H-Carbazol-3~yh-2-l4-/2-h\/drn^vm Pthv/l-nhpnv/l^m^nr^^-ninoriHIn_1 orobmiHa 
,m \ ^" ^ l 1 "cji ua&ui »j yiy |_-r i iyui UAyi 1 1 cu iy I pi ici iy Idl Mil pipci lUil I 1 yiJ _ dCciaiTIIQG 


84 


2-r4-f4-Chioro-2-hvdroxvniethvI-DhenvlaminnVninpririin-1-vn-M-/Q- narV^^-y^ q G^ofimirin 

*~ L r \^ VM,V " U i lyviiwAynicuiyi pi ici iy idi i in ikjj pipci iuii |- l yiJ~l>l~^y-clMyi-ciri-udr DdZOI~u~yi J-aCGiaiTllQG 


85 


N-f9-Ethvl-9H-C^rbaZOl-3-VIV2-r4-l'2-hvdmXVmpthv!-4-mpfhvl-nh<anvlamin^ ninorirJin A \/M i^otimirlr, 
,x \^ »-uiyi jii v-r<aiua^.ui u yiy £. ^ i iyui UAyi i icll iyi-^-lllcLliyi-pi lelly^d^TllnOJ-plpG^ul^-• 1 -yiJ-aCGtamiUG 


86 


N-f 9-Ethvl-9H-C^rbaZOl-3-VlV2-^4-^4-fllJOrn-2-hvdrnYvmpthvl-nhon\/l^^mino^ r»ir»£ariHin -1 wll oAat-amlrla 

■ i y*j> L-iii^i wiwa^yi u yi^ ^- ^-r uuuiu ^. nyui UAyi i icuiyi-pi iciiyidiiiirioj-pipcnuin- 1 -yij-acGtarniQG 


87 


N-^9-EthvI-9H-narbazol-3-\/l V2-r4-i*2-hvdrnY\/mpthvLR-mothr»v\/_nhcir»\/ior*-iir»/^\ r\\r\e±r\A\r-\ a wii onnt^m^A 
in v w "-"'y v - ,t ' vaiuatui u yiy ^ [-t ^ i iyui UAyi i icu iyi-u-i i icu iuAy-pi ici lyiaiiiinoj-pipenain- ] -yij-acGiamiuG 


88 


2-f4-f4 5--Difluoro-2-hvdroxvniPthvl-nhpnvlarninn^-ninpriHin-'1 -\/H-M fQ csfh\/I QW norho-?ni o ^^.<^i-^mir4^ 
*- l ' v~i'-' ^iiiuuiu £. i iy ui UAyi iicu iy i pi ici lyiduiu iu^-pipci iuii i~ i yij~iN-^y-einyi-v7n-csrDazoi-«3-'yi j-acGtartiiOG 


89 


9-r4-f3-Chloro-2-hvdroxvrriPthvI-nhpnvlaminn^ninpriHin-1-\/n-M-/Q othwl QW o^rK^?Ai q . ,i\ ^._,„4.„™ i 
*- \^ wi ^- ' iy ui UAyi iicu iyi pi ici iy idi i hi luy-pipci iuii i~ i yij i>i"^y-cinyi-yn~carDazoi~o~yi j-acGiam iqg 


90 


2-[4-(2-HydroxymGthyl-phGnylamino)-pipGridin-1-y!]-N-(9-mGthyl-9H-carbazoI-3-yO 


91 


2-[4-(2-HydroxymGthyl-6-m6thyl-phGnylamm^ 


92 


2-[4-(4-Chloro-2-hydroxymGthyI-phGnyIamino)-pipGridin-1-yi]-N-(9-mGthyI-9H-c^rbazol-3 


93 


2-[4-(2-HydroxymGthyl-4-mGthyI-phGny!amino)-pipGridin-1-yl]-N-(9-mGthyl-9H-carbazo 


94 


2-[4K2-HydroxymGthyl-phGnyIamino)-pipGridin-1-yl]-N-(5-oxo-5,6J t 84GtrahydrO"naphtha!Gn-2 


95 


2«-[4-(2-HydroxymGthyI-6-mGthyl-phGnylamino)-pipGridin-1-yl]-N-(5-oxo-5,6J,8-tGtrahydro-^ 
acGtamidG 


96 


2-[4-(4-Chloro-2-hydroxymethyl-phenylamino)-pipGridin-1-yl]-N-(5"Oxo-5,6,7^-tetrahydro-naphthale 
acGtamidG 


97 


2-[4-(2-HydroxymGthyI-4-mGthyl-phGnylamino)-pipGridin-1-yI]-N~(5-oxo-5,6,7 1 84Gtrahydro-naphthal^ 
acGtamidG 


98 


2-[4-(4-F!uoro-2-hydroxym6thyl-ph6nylam™ 
acGtamidG 


99 


2-[4-(2-HydroxymGthyl-phGnylamino)-pipGridin-1-yl]-N-(5-hydroxy-5,6y3-tGtrahydro-naphtha 


100 


2-[4-(2-HydroxymGthyl-6-mGthyl-phGnylamino)-pipGridin-1-yl]-N-(5-hydroxy-5,67,8-tGtrahydro 
acGtamidG 


101 


2-[4-(4-Chloro-2-hydroxymGthyl-phGnylamino)-pipGridin-1-yl]-N-(5-hydroxy-5,6 t 7 t 8-tGtrahydro-naphtha 
acGtamidG 


102 


2-[4-(2-HydroxymGthyl-4-mGthyl-phGnylamino)-pipGridin-1-y!]-NK5-hydroxy-5,67 l 8-tGtrahydro 
acGtamidG 


103 


2-[4-(4-Fluoro-2-hydroxymGthyl-phGnylamino)-pipGridin-1--yl]-N-(5-hydroxy-5,6J l 8^ 
acGtamidG 


104 


2-t4-(2-HydroxymGthyl-6-mGthyl-phGnylamino)-pipGridin-1-yl]-N-(1-oxo-indan-^^^ 


105 


2-[4--(4-Chloro-2-hydroxymGthyl-phGnylamino)-pipGridin-1-y)]-N-(1-oxo-inda^^^^ 
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106 

i uu 


P-r4-^P-HvHrnYvm Athvl-4-mpkthvUnhpnvIaiTiinn\-ninorIH?ri i \/ll_M-/ 1 -fiYn-inrtan-^-vl \-c*rF*tamiria 
|_ ■ \£- i lyui UAy 1 1 lull lyi *+ iiicuiyi jji icsi lyidi iiinuy -fjijjci IUlll~ l~ yij IN y i uau~ii iucii i u yiy aocLalllluc 


107 


N-f i -HvHroY\/-inrlan-^-\/n-9-r4-/ r C?-h\/rfrnY\/m ofh\/l-nhon\/lominr»^-ninp»riHfn-i -vll-ar'PtamiHp 
in ^ i i lyuiuAy ii luai i~u yi^ ^ [*r i lyui uAynicsu lyi jjiicl lyidfNIi 1U J ~[JifJCJnuii i~ i~yij~dueidiiiiu.t? 


108 


N-^ i-Hvdroxv-inrian-R-\/n-9-r4-f9-h\/rirnY\/iTi Ath\/l-R-moth\/l_nh^nvlflm?nn^-n?nArirtin-1-vn-anAtiamiH<a 

* " \ * ' lyuiuAy it luai i u yij [*-r i lyui UAyi I ICU iyi~o~l 1 IcU iyj~|Ji lei lyidi 1 1 n iu^-|Ji|Jt?i iviii I I yij auCldllllUt; 


10Q 


l • \ iimu £- ■ lyui uAyi t icu lyi jji ici tyidi i in piptJi lull 1— 1 yij in \ • ■ iyui UAy u iucii i u ytj dut?idi iiivJt? 


110 


N-f 1 -Hvd ro YV-inHpn-^-vn-S^-F^d-f 9~h\/rirn Y\/m pfh\/l-4-math\/Lnh<^n\/l:3m inn^-nin^rrHin-1 -vll-arvat;amirlc» 
i>i \ i i lyuiuAy ii iuai j u yij <c ^z. ~i lyui UAyn icu lyi —h- ~n icll lyi ~JJI lcJl lyidiiiuiu^ jji^diuui i yij duuldlllllic? 


1 1 1 


2-r4-W-Brorno-2-hvdroxvmpthvl-nhpMvlaminnVnm 


112 


2-r4-r2-Hvdroxvrnethvl-6-rnpthvl-nhpnvlaminnVninfariHin-1 -vIl-N-fQ-nYn-QH-fli mrpn-^-vh-aoptamiHo 
^ L * V** 1 lyuiuAyuicu lyi u inciiiyi ui ici lyian in iu^ uijjci lu.ll l"* l _ yij*"lN uau ui I I luui d i yi) docldllliuti 


113 


2-f4-^2-HvriroYvmpthvI-4-iYipthvl-nhpnvlflminn^-ninp»ri^ mrpn-9..v/n-.ar , otamiH*a 
«. j_~ \£- i iy vji UAy 1 1 icli lyi *-t iiicuiyi yji ici lyicii I ill iu j yjiyJGl iu.ll I 1 yij IN UAU 571 1 IIUul CI I ^ yi j due? Id l 1 IlUc 


114 


N-DibpM7ofi)ran-2-vl-2-r4-^9-hvHroYvmpthvl-4-mpth\/I..n 

im L/iucii£.uiuiait *— j \ £- ^ < i iy u i uAy 1 1 1 cu iy i~*t~i 1 1 en iy i~UMui lyidi i 1 ii luy jjiutsiiu. hi i y ij dUuidiiiiuc 


115 


N-Dibenzofuran-2-vI-2-r4-(2-hvdrnxvrripthvl-fi-mpthvl-n 

■ » wiuci icuiuiaii £- yi j_*t yc. i lyui UAy 1 1 icii iy i vj nicu lyi itil lyidl 1 III jjijjci lull 1 1 y IJ dv^Cldi iilUc 


116 


0-{A-{ y'-Hvfi rnYVmpfhvl-fi-m ^thnvv-nhpn vtam innVninp>r?Hin_'1 _\/ll_M_ni linnlin-'^-v/I-or'fitsimiHo 
«- L~ V** 1 iy«iwAyiiicu lyi vj iiicuiUAy jji ici lyidiiiu \\j j"\Ji\Jci iuii I- i-yij-iN"Ljuii iuiii i-o~yi~dOctdi iiiuc 


117 


2~r4-f4 f5-Difll inrn-P-hvHrnYvmpthv!-nhpnvlaminn^ninorirliri_1_\/n_M_rii iinnlin_'?_\/l_'ar , ofamirlo 
L" V"»^ i— /i 1 1 uui \j £. i lyuiUAyiticil lyi \i\ ici lyidl l ill \\j IUII 1- 1 yij IN'LJUII IUIII 1 O yi "ducldll MUc 


118 


M_/ Q-HvH rOYV-QH-fll mrpn-> , -\/n-'!?-r4-^"?-h\/H rn v\/mpth\/l-R-moth\/l_r^hQn\/lam r r^r^^_r^ir»clrIH^n_1 onafomiHo 
i>i \cf i lyuiuAy c/i i ii uui cm yif \£. I lyui UAy 1 1 mil iyi~D~l neu iyi~pi lcl tyidi I III lUy~pipci IUII 1~ 1 ~yiJ~ducldiTllQG 


1 1Q 


in \a nyuiuAy on MuuicM-^-yiy-^-[^^-iiyaruAyi7ieinyi-^-r^ 


120 


2-[4-(2-Hydroxymethyl-phenylamino)-piperidin-1-yl]-N-(4-phenoxy-pheny!)-acetami 


121 


2-[4-(2-HydroxymethyI-6-methy!-phe^ 


122 


2-[4-(4-Chloro-2-hydroxymethyl-phenylamino)-piperidin-1-yI]-N-(4-phenoxy-phenyl)-acet^ 


123 


2-r4-^2-Hvdroxviriethvl-4-iTipthvl-nhpnvlaminnVninpririin-1-vn^ 

l~ \*- ' lyuiuAyinciiiyi *t iiidiiyi {Ji ici iy idl I III l\J ) pifJCl lull I** I ~y IJ IN [JI Id lUAy UI lfc?l lyiy ducldllllUc 


1 24 


N-(4~CyclohexyI-phenyl)-2-[4-(2-hydroxymethyl-phenylamino)-piperidin-1-yl]-^ 


125 


2-[4-(2-Hydroxymethyl-3-methoxy-p^ 


126 


2-[4-(3-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-3-yl-acetam 


127 


2-[4-(4-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-3-yl-^ 


128 


2-[4-(2-Hydroxy-6-hydroxymethyI-phenyIamino)-piperidin-1-y!]-N-quinoIin-3-yl-acete 


129 


2-[4-(2-Hydroxymethyl-3-methoxy-phenylamino)-piperidin-1-yl]-N-quin 


130 


2-[4-(3-Hydroxy-2-hydroxymethyl-phe^^ 


131 


2-[4-(4-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-quinolin-6-yl-acetami 


132 


2-[4-(2-Hydroxy-6-hydroxymethyl-phenylaminoVpiperidin-1-yl]-N-quino!in-6-yl-acetam 


133 


N-(4-Benzoyl-phenyl)-244-(2-hydroxymethyl-3-methoxy-phenylamino)-piperidin-1-yl]-ace^ 


134 


N-(4-Benzoyl-phenyl)-2-[4-(3-hydroxy-2-hydroxymethyl-phenyIamino)-piperidin-1-yl]-acet^ 


135 


N-(4-Benzoyl-phenylV2~[4-M-hydro^ 


136 


N-(4-Benzoyl-phenyl)-2-[4-(2-hydroxy-6-hydroxymethy[-phenylamino)-piperidin-1-y!^ 


137 


2-[4-(2-Hydroxymethyl-3-methoxy-phenylamino)-piperidin-1-yl]-N-[4-(hydroxy-phe 


138 


2-[4-(3-Hydroxy-2-hydroxymethyl-pheny[amjno)-piperidin-1-yll-N-r4-(hydroxy-pheny^ 


139 


2-[4-(4-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-[4-(hydroxy-ph 


140 


2-[4-(2~Hydrox^-6-hydroxymet^ 


141 


2~[4-(2-Hydroxymethyl-3-methoxy-phenylamino)-piperidin-1-yl]-N-(9-oxo-9H 


142 


2-[4-(3-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-NK9-oxo-9H-fluoren-3-yI)-^ 


143 


2-[4-(4-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-N-(9-oxo-^ 


144 


2-[4-(2-Hydroxy-6-hydroxymethyl-phenyIamino)-piperidin-1-yl]-N-(9-oxo-9H-fluoren-3-yO 


145 


N-(9-Hydroxy-9H-fluoren-3-yl)-2-[4K2-hydroxymethyl-3-methoxy-phenylamino)- 


146 


N-(9-Hydroxy-9H~fluoren-3-yl)-2-r4-(3-hydroxy-2-hydroxymethyI-phenylamino)-pi 


147 


N-(9-Hydroxy-9H-fiuoren-3-yl)-2-[4-(4-hydroxy-2~hydroxymethyl-phenylaminoV^ 


148 


N-(9-Hydroxy-9H-fluoren-3-yl)-2-[4-(2-hydroxy-6-hydroxymethyl-phenyIamino)-p 


149 


N-(3-Acetyl-phenyl)-2-[4-(2-hydroxYmethyI-3-methoxy-phenylamino)-piperidin-1^ 


150 


N-(3-Acetyl-phenyl)-2-[4-(3-hydro 


151 


N-(3"Acetyl-phenyl)-2-[4-H-hydroxy-2-hydroxymethyI-phenyIamino)-piperidi 


152 


N-(3-Acetyl-phenyl)-2-[4-(2-hydroxy-6-hydroxymethyl-phenylamino)-piperidin-1^ 


153 


N-[3-(1-Hydroxy-ethyl)-phenyll-2-r4-(2-hydroxymethyl-3-methoxY-phenylamino)-^ 


154 


N-[3-(1"Hydroxy-ethyl)-phenyl]-2-[4-P-hydroxy-2-hydroxymethyl-phenylamino> 


155 


N-[3-(1-Hydroxy-ethyl)-phenyl]-2-[4-(4-hydroxy-2-hydroxymethyl-phenylamino) 


156 


N-[3-(1-Hydroxy-ethyl)-phenyl]-2-[4-(2-hydroxy-6-hydroxymethyl-phenyIamino)-piperi 


157 


N-(4-Acetyl-phenyl)-2-[4-(2-hydroxymethyl-3-methoxy-phenylamino)-piperidin-1^ 


158 


N-(4-Acetyl-phenyl)-2-[4-P-hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl] 


159 


N-(4-Acetvl-phenyl)-2-[4-(4-hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yl]-ac 


160 


N-(4-Acetyl-phenyl)-2-r4-(2-^ 


161 


N-[4-(1-Hydroxy-ethyl)-phenyI]-2-r4-(2-hydroxymethyI-3-methoxY-phenylamino^ 


162 


N-[4-(1-Hydroxy-ethyl)-phenyl]-2-[4-(3-hydroxy-2-hydroxymethyl-phenylamino)-piperi 


163 


N-[4-(1-Hydroxy-ethyl)-phenyl]-2-[4-(4-hydroxy-2-hydroxymethyl-phenylamino)-piperidin- 


164 


N-[4-(1-Hydroxy-ethyI)-phenyl1-2-F4-(2-hydroxy-6-hydroxymethyl-phenylamino)-pi^ 


165 


N-(9-Ethyl-9H-carbazol-3-yl)-2-r4-(2-hydroxymethyl-3-methoxy-phenylaminoV 


166 


N-(9-EthyI-9H-carbazol-3-yl^2-[4-(3-hydroxy-2-hydroxymethyi-pheny!amino) 


167 


N-(9-Ethyl-9H-carbazol-3-yl)-2-[4-(4-hydroxy-2-hydroxym ethyl-phenylam ino)-piperidin-1 -yl]-acetamide 


168 


N-(9-Ethyl-9H-c^rbazoI-3-y!)-2-r4-(2-hydroxy-6-hydroxymethyl-phenyIamino)-piperi 


169 


2-[4-(2-Hydroxymethyl-3-methoxy-phenylamino)-piperidin-1-yI]-N-(5-oxo-5,67,8-tetM^ 
acetamide 


170 


2-[4-(3-Hydroxy-2-hydroxymethyI-phenylamino)-piperidin-1-yl]-N-(5-oxo-5,6J,84etrahydro-na 
acetamide 


171 


2-[4-(4-Hydroxy-2-hydroxymethyl-p^ 
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acetamide 


172 


2-[4-(2-Hydroxy-6-hydroxymethyl-pte^ 
acetamide 


173 


2-[4-(2-Hydroxymethyl-3-methoxy-phe^ 
acetamide 


174 


2~[4-(3-Hydroxy-2-hydroxymethyI-phenylamino^ 
acetamide 


175 


2-[4-(4-Hydroxy-2-hydroxymethyl-phenyIam 
acetamide 


176 


2~[4-(2~Hydroxy-6-hydroxymethyl-phenylam 
acetamide 


177 


2-[4-(2-Hydroxymethyl-3-methoxy-phenylam 


178 


2-[4-(3-Hydroxy-2-hydroxymethyl-pheny!amino)-piperidin-1-yl]-N-(4-phenoxy-phenyl)-acetamide 


179 


2-[4-(4-Hydroxy-2-hydroxymethyl-phenylamino)-piperidin-1-yll-N-(4-phenoxy-phenyl)-acetamide 


180 


2-[4-(2-Hydroxy-6-hydroxymethyi-phenylamino)-p^ 



optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, 
or a salt, preferably a physiologically acceptable salt thereof, or a 
corresponding solvate, respectively. 



24. Compounds according to one or more of claims 1 to 23 selected from the 
group consisting of: 

[1] N-(9-Ethyl-9H-carbazol-3-yl)-2-[4-(2-hydroxymethyl-6-methyl- 
phenylamino)-piperidine-yl]acetamide; 



[2] 2-[4-(2-Hydroxymethyl-4-methyl-phenylamino)-piperidine-1-yl]-N-(9-oxo- 
9H-fluoren-3-yi)-acetamide; 



[3] 2-[4-(2-Hydroxymethyl-6-methyl-phenylamino)-piperidine-1-yl-]-N-(9- 
oxo-9H-fluoren-3-yl)-acetamide; 



[4] N-(9-Hydroxy«9H-fluoren-3~yl)-2-[4-(2-hydroxymethyl-4-methyl- 
phenylamino)-piperidine-1-yl]-acetamide; 



[5] N-(9-Hydroxy-9H-fluoren-3-yl)-2-[4-(2-hydroxymethyl-6-methyl- 
phenylamino)-piperidine-1yl]-acetamide; 



[6] 



2-{1-[(9-Oxo-9H-fluoren-3ylcarbamoyl)-methyl]-piperidin-4- 
ylamino}benzoic acid methyl ester and 
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[7] 2-[4^2-Hydroxymethyl-4-methyl-phenylamino)-piperidin-1-yl]-N-phenyl- 
acetamide, 

[8] 2-[4-(2-Hydroxymethyl-phenylamino)-piperidin-1 -yl]-N-(1 -oxo-indan-5- 
yl)-acetamide, 

optionally in form of a salt, preferably a physiologically acceptable salt, more 
preferably in form of a physiologically acceptable acid addition salt, most 
preferably a hydrochloride salt, or a corresponding solvate. 

25. Process for the preparation of 1 ,4-disubstituted piperidine compounds 
according to claims 1-24, characterized in that at least one compound of 
general formula (II), 



H 




wherein R 10 and R 11 have the meaning according to one or more of claims 1- 
24 is reacted with at least one compound of general formula (III), 



O 




(III) 



wherein A has the meaning according to one or more of claims 1-24, F 
represents halogen, hydroxy or an O-acyl group and G represents halogen, 
preferably chlorine, in a suitable reaction medium and preferably in the 
presence of at least one base and/or at least one auxiliary agent, and reacting 
the so obtained compound of general (IV) 
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wherein A, G, R 10 and R 11 have the above defined meaning, with at least one 
piperidine compound of general formula (V) and/or a salt, preferably 
hydrochloride, thereof, 





wherein R 1 to R 9 have the meaning according to one or more of claims 1-24, in 
a suitable reaction medium, optionally in the presence of at least one base 
and/or at least one auxiliary agent. 

26. Process for the preparation of 1 ,4 disubstituted piperidine compounds of 

general formula (I) according to one or more of claims 1-24, wherein R 1 -R 23 
and A have the meaning given above and B represents a substituted aliphatic 
radical or a -CH 2 OR 23 -moiety, according to which at least one compound of 
general formula (II), 



WO 2005/013988 



PCT/EP2004/008508 



136 



H 




N 



R 



10 



(II) 



wherein R 10 and R 11 have the meaning according to one or more of claims 1- 
24, is reacted with at least one compound of general formula (III), 



wherein A has the meaning given above, F represents halogen, hydroxy or 
an O-acyl group and G represents halogen, preferably chlorine, in a suitable 
reaction medium and preferably in the presence of at least one base and/or 
at least one auxiliary agent, and reacting the so obtained compound of 
general formula (IV) 




(III) 



O 




R 



11 



(IV), 
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wherein A, G, R 10 and R 11 have the above defined meaning, with at least one 
piperidine compound of general formula (V) and/or a salt, preferably 
hydrochloride, thereof, 




wherein R 1 to R 9 have the meaning as definded above and R x represents any 
substituent including hydrogen, preferably hydrogen, in a suitable reaction 
medium, optionally in the presence of at least one base and/or at least one 
auxiliary agent, to yield a compound of general formula (VI), 




O 



(VI), 
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which is reacted with a base, preferably in a suitable reaction medium, more 
preferably in a mixture of water and ethanol, to yield a compound of general 
formula (I), wherein R 1 -R 4 and R 6 -R 23 and A have the meaning as defined 
above, R 5 represents H and B represents a substituted aliphatic radical or a - 
CH 2 OR 23 -moiety. 

27. Process for the preparation of a physiologically acceptable salt of the 1 ,4- 
disubstituted piperidine compounds according to claims 1-24, characterized in 
that at least one compound of general formula (I) having at least one basic 
group is reacted with at least one acid, preferably an inorganic or organic acid, 
preferably in the presence of a suitable reaction medium. 

28. Process for the preparation of a physiologically acceptable salt of the 1 ,4- 
disubstituted piperidine compounds according to claims 1-24, characterized in 
that at least one compound of general formula (I) having at least one acidic 
group is reacted with at least one base, preferably in the presence of a 
suitable reaction medium. 

29. Medicament comprising at least one 1 ,4-disubstituted piperidine compound 
according to any one of claims 1-24, optionally in form of one of its 
stereoisomers, preferably enantiomers or diastereomers, its racemate or in 
form of a mixture of at least two of its stereoisomers in any mixing ratio, or a 
physiologically acceptable salt thereof, or a solvate, respectively, and 
optionally one or more pharmaceutically acceptable adjuvants. 

30. Medicament according to claim 29 for the regulation of neuropeptide Y 
receptors, preferably of neuropeptide Y 5 (NPY5) receptor, for improvement of 
cognition, for the regulation of appetite, for the regulation of body weight, for 
the regulation of food ingestion (food intake), preferably for the prophylaxis 
and/or treatment of disorders of food ingestion, preferably obesity, anorexia, 
cachexia, bulimia or type (II) diabetes, for the prophylaxis and/or treatment of 
disorders of the peripheral nervous system, disorders of the central nervous 
system, diabetes, arthritis, epilepsy, anxiety, depression, cognitive disorders, 
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preferably memory disorders, cardiovascular diseases, pain, hypertensive 
syndrom, inflammatory diseases or immune diseases, for the prophylaxis 
and/or treatment of panic attacks, for the prophylaxis and/or treatment of 
bipolar disorders. 



31 . Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
regulation of neuropeptide Y receptors, preferably of neuropeptide Y 5 (NPY5) 
receptor. 

32. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of disorders or diseases that are at least partially 
mediated via neuropeptide Y receptors, preferably via neuropeptide Y 5 
(NPY5) receptors. 

33. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
regulation of appetite. 
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34. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
regulation of body weight. 

35. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
regulation of food ingestion (food intake), preferably for the prophylaxis and/or 
treatment of disorders of food ingestion. 

36. Use according to claim 35 for the prophylaxis and/or treatment of obesity. 

37. Use according to claim 35 for the prophylaxis and/or treatment of anorexia. 

38. Use according to claim 35 for the prophylaxis and/or treatment of cachexia. 

39. Use according to claim 35 for the prophylaxis and/or treatment of bulimia. 

40. Use according to claim 35 for the prophylaxis and/or treatment of type (II) 
diabetes. 

41 . Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of disorders of the peripheral nervous system. 
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Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of disorders of the central nervous system. 

Use of at least one 1,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of arthritis. 

Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of epilepsy. 

Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of anxiety. 

Use of at least one 1,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of depression. 
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47. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of cognitive disorders, preferably memory 
disorders. 

48. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of cardiovascular diseases. 

49. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of pain. 

50. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of hypertensive syndrom. 
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51 . Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of inflammatory diseases. 

Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of immune diseases. 

Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of panic attacks. 

Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of bipolar disorders. 

Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
prophylaxis and/or treatment of diabetes. 
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56. Use of at least one 1 ,4-disubstituted piperidine compound according to any 
one of claims 1-24, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least 
two of its stereoisomers in any mixing ratio, or a physiologically acceptable salt 
thereof, or a solvate, respectively, for the manufacture of a medicament for the 
improvement of cognition. 



